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Abstract 

The title compd. (I) has psychotropic activity. 
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{SU) rMflPOXJWPHI l» -BEH3MJinMI1EPA3M/JA 
3-METMJlBEH3ODyPAH-2-KAPB0B0B0R KMCJ10- 
TW, OBJWAAKMHM« flCMXOTPOriHOH AKTMB- ^ 
HOCTbK) 

(57) rMAPoxnopwfl «*-6eH3nnnnnepa3Mfla 
3- M eTnji6eH30<DypaH-2-Kap6oMoBo« kmcho- 
tu diopMyjibi 




CJON w-dHidA-HCt 



o6raflaiomM« ncuxoTponHoft aKTMBHoCTbio. 



8 



ii30^peTeHne othocmtch k hobomy 
xMMMMecKOMy coennHeHHK) - rMflpoxnopM- 

i»-6eH3Mjinnnepa3n/\a 3"MeTnn6eH30- 
0ypaH-2-Kap6oHOBoft kwcjiotw, o6jiafla- 
raiueMy ncMXOTponHOH a ktmbhoct bK) • 

yKaaaHHoe cbomctbo npennonaraeT 
bo3MO)mhoct b npuMeHeHM* 3Toro coeAw- 

HeHHH B MeflHUMHe. 

M3BecreH ^-6eH3MJinnnepa3nn 6eH3o- 
0ypaH-2-Kap6oHOBoft KMcnoTbi (6e<!>ypa- 
jimh) , ofinan^ioiuMft aHTunenpeccMBHOM 

aKTMBHOCTbK). 

UeAb© M3o6peTeHMfl aBjifleTCfl pacuju- 
peHwe apceHana cpeACTB bo3as wct sua 
Ha wmbom opraHM3M. 

3Ta uexib AocTwraeTCfl hobo* xmmh- 
qeCKotf CTpyKTypo^ QopMynw I 



CXo^ Co/~V Cf^CeHj-HCl 



CoeAMHeHMe 0opMyjibi I nonyMaioT AetfcT- 
bwcm Ha 3-MeTMii6eH3o0ypaH-2-Kap6oHo- 
By» KMCJiOTy xjiopmctwm tmohm/iom c noc- 
neAy»iUMM ynaneHMen w36biTKa xjiopmcto- 
ro TMOHnna m b 3a mm o ac mc t b.m e m nojiyMen- 
Horo xnopa h rviflpM a<* 3-MeTWi-6eH3o«y- 
paH-?-Kap6oHOBO* kmcaotw c N~6eH3M/i- 
nnnepa3MHOM. 

H p m m e p. rnnPoxnopwA .*»-6eH3M/i- 
nunepasMAa 3-MeTMJi6eH30t»ypaH-2-Kap6o- 

HOBO* KMCJlOTbl. 



O 



KwiflTflT 3,5?- r (0,02 Mcwib) 3-mc- 
T nn6eH30(DypaH-2-Kap6oHOBoCi khcaotw 
b 15 mji TuoHMnxnopuna b TeMeHwe 1 m. 
H36wtok THOHunxnopufla ottohaiot 3 
BaKyyMe, noA KOHeu tpm pa33 c Ao6aB- 
jieHueM aficomoTHoro 6eH3o.na 0 OcTaTOK 
pacTBOP^toT b 50 mji a6conK)THoro GeH- 
30.na, k noJiyMeHHOMy pacTBopy npw ne- 
peMeuJMBaHUM m oxjraweHMU (TeMnepaTy- 
pa 6aHH ot 0 ao 2°C) npn6aBJiflK)T no 
KannwM Q TeMeHne 3~5 mmh 3,52 r 
(0,02 Monb) N-6eH3Mnnwnepa3MHa b 
1{/ma aficoiioTHoro 6eH3ona m cMecb 
ocTaaAfliOT npH komh3Thom TeMnepaType 

Ha ^16 M. BbinaBWWM OCaAOK OTflMJlbTpO" 
BblBaK)T, npOMHBaWT a6cOJlK)THblM 6eH30- 

aom, nonyMa»0T 6,89 r (93,1%) rwn- 
poxnopwna *i-6eM3wjinwnepa3Mfla 3-MeTn/i- 
6eH30ftvpaH-?.-KanBoHOBO« kmcaotw, 
Te nn, 230-231°C (paan., aSconiOTHbifi 
cnMpi) . 

Haflneno,?;: C 68,11; H 6,25; 
7,76; CI 9, AO, 
C ai K 2z N z Ofc'H<:l 

Rmmwcjicho,*: C 68,00; H 6,26; 
7,-6; CI 9,56c 
R = 0,75 (TCX na nnacTMHKax DC- 
Al.ufolien' A1 Z 0 3 150 F 254 neutral, 

TWn "T M , M6TBHOJ1 ) « 

AapMaKonornMecKne MccneAOBaHH* 
npoBOAMnncb b onbrrax na 6ecnopor.Hbix 
KoujKax (caMUbi, bccom 2,5-3,5 kN, oe 
mix Mwuiax (1B-2Q r) m 6ejiwx Kpwcax 



N 



N 



(caMnw , 



200-250 r). HccnenyeMoe ee- 



u;ecTBO bboamjim 3HTepanbwo OAHOKpaT 



onbiTO m noa 



Sho 3a 60 mmh ao naMana 
Itopho Asa pa3a b cyT km 
15 cyT. 

MccjieflOBaHM* noKaaaxw, mto ™apo- 
xxiopma ^-6eH3MAnnnepa3MAa h-nerm- 
i6eH3o0ypaH-2-Kap6oHOBO« kmcaotw otfjia- 

'AaeT OTMeTJlMBHM HCMXOTponHblM fle»CTBM- 

eM. 

npw M3yMeHM^ AewcTBHfl BeiuecTBa 
no MeTOAy HepcoAta, ncnoAb3yeMOMy aha 
BbTHBAeHHfi ncMXoaKTMBMpywuiero 300eK- 
T a, noKasaHo, mto bpcmb mmmo6m AM3a - 
hmm (oTKaa ot AeflTe/ibHocTKJ Mbiujew, 
noMemeHHwx b umjwhap c boaom, coKpa- 
maeTC* Ha OoHe onTMMaxibHwx aos Be- 
uiecTBa b V™ (raCSn.l). Ho Aanno- 
wy TecTy aKTHBupyiouiee Ae&CTBue Be- 
mecTBa b ABa pasa npefiwuiaeT 34>*eKT 
M Mnnpa M MHa (aTaAOHHb.M aHT*AenpeccaHT ) 
npoaanneTC* a A03ax, b 10 pa3 *w*- 
uimx no cpaBHennw c fiecDypaAMHOM laH- 
TMnenpeccaHT, anaror no xnMUMecKOMy 

CTpoeHMK)) VI B SHaMMTBAbHO f)OJlbllieM 
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AvianaaoHe A03 (2,5"25 Mr/Kr) no 
cpaBHeHwo c MMMnpaMMHOM m 6e0ypajw- 
hom. ripn xpoHwuecKOM BBe.qeHww (20 cyT, 
no 5 Mr/Kr ABa pasa b AeHb) ncWxoaK- 
TMBMpytoinee AewcTBue BeujecTBa, BbWB-r 
AfleMoe no TecTy PlepconTa , coxpaHn- 
nocb, BpeMB nMMo6nnM3aunn coKpaiya- 
AOCb na 62%, mto npesocxoAMAO 30OeKT 
10 neOypannHa (coKpameHne BpeMeHu mm- 
Mo6nnn3aiiMn Ha k5%) . 

Ha MOAeAM AenpeccMM noseAeHMw 
M36eraHnn 3/ieKTpo6oAeBoro pa3APawe- 
hmb no TecTy AHMCMaHa BeiuecTBO noKa- 

15 33/10 BblCOKyK) aHTMA^npeCCMBHyK) aKTMB- 
HOCTb npM XpOHHMeCKOM BB6A6HMM 

*(10 cyT, no 5 Mr/Kr ABa pasa b 
AeHb), JlaTeHunn peaKUMM M36eraHHB 
coKpaTMJiacb b 1,5 Pa3a, mto HecKOAb- 
20 ko npeBwuia/10 3^(J>eKT 6e^ypannHa (cok- 
paweHHe AaTeHTHoro nepwoAa b 1 ,6 pa- 
aa). 

Ha MOAen^ Aenpeccww 3MounoHaAbHO^ 
noBeASHMecKo^ aKTMBHocTM y KOUJeK, 
25 Bbi3BaHHoft saeAeHMeM pe3epnnna 

0,1 mt/kt noAKOWHo (oueHKa ncnxo(J)M- 

3MOAOrWMeCKMX COCTaBJIBKXUHX 3MOUHOHaAb- 

Horo noBeAeHMB npon3BOAHAacb no 
KOMimeKCHOMy MeTOAy c yMeTOM 300CO- 
30 ^ajibHUxoTHoueHMtta rpynnejKWBOTHbix, ^ 
ncnoAb30BaAacb yHwttwuwpoBaHHaa 0op- 
Ma yMeTa npoBsneHnPI SMOLinoHaAbHoro 
noBeAeHwa no nHTMfiaAbHow cwcTeMe) 
noKa3ana BbicoKan aKj^BHocTb BeuiecTBa 
Ka k aHTUAenpeccaHTa. BBeAenwe B'emecT- 
35 aa b A03ax 5-10 Mr/Kr b tsmchmm 

2 cyT (2 paaa b AeHb) nonHocTbio ycx- 
paHPAO rnyooKyio Aenpeccmo 3MOUMOHanb- 
Horo noBeAeHMfl. BoccTaHaB/ivmajiacb mo- 
TUBannoHHaB Ae^TeAbHOCTb , peaKunn, 
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45 



50 
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cBflsaHHbie c AOCTMweHHeM n uenn M (nwiuM, 
mwljm j BbixoAa m AP ♦ ) • B MeHbujew CTe- 
neHH ycTpaHnnocb ncwxoMOTopHoe topmo- 

BBeAenne BemecTsa kowkbm (5m 
15 Mr/Kr) ao pe3epnnna (3a 1,5-2 m) 
npeAynpewAaeT pa3BMTMe AenpeccMH 
3MonnoHaAbHoro noBeAeHMH. 

B 0TAHMM6 OT TpMUMKAMMeCKMX aHTMr 

AenpeccaHTOB (Ae3MeTHAMMnnpaMHH,xnop- 
MMnnpaMMH ) BetuecTBO, OKa3bman aHTM- 
AenpeccMBHoe AeviCTBue, He Bbi3biBaeT 
arpeccMBHocTM, He ycH^wsaeT koh^amkt- 
HOCTb BsanMOAeficTBH* wmbothwx b rpyn- 
ne. CooTHoweHMe CTpaxa m Hanpflwenr 
hoctm ocAa6jineTcn (b AQ3ax 5-15Mr/Kr). 

B onwTax Ha Mwuiax ycTanoBAeHo, 
mto coeA^HeHHe OopMynw I b A03e 
25 Mr/Kr He3HaMMTejibHO ocAa6n«eT 



neticTBwe Teipa6eHa3HHa (no xecTy rw- 
norepMnn) m He3HaMMTenhHo ocnaGnaeT 
AetfcTBue ranonepwflo/ia (no aHTMKaia- 
nenToreHHOMy 300eKTy) (Taf>n.l). /IaH- 
Hwe CBuneTenbCTeyioT 06 yMepeHHOM 

UeHTpaJIbHOM BJIMtfHMM BemecTBa Ha AQ~ 
naMMH M CepOTOHMHeprMMeCKMe CMCTeMW, 

waMeHeHHbie BBeneHneM TecT-BeiuecTBr 

npe^cTaBneHHbie n^HHbie cBMAe- 
renbCTByioT o bwcokom 3moumo- h ncnxo 

TpOnHOM aKTMBHOCTM COeAMHeHMfl 0opMy~ 

/ibi I. BawHo, mto ncMXoaKTMBMpywmee 
fle#CTBne npoflBrmeTc* npn BBeneHMM 
flaHHoro coenwHeHHfl wmbothum, Haxoflfl- 
u^mmmcw b coctob hmm yrHeTeHM* m Aen- 
peccMM (MOAyxiHpyeMoe ncnxonaTonorM- 
MecKoe cocTOPHwe) • 

floBeAeHMe HopManbHwx (MHTa.KTHwx) 

MCMBOTHblX Ma HO M3MeHfleTCfl Ha 0OHe 

Tex we AG3 Hoaoro seuiecTBa, mto cbm- 
AeTe/ibCTByeT .06 OTcyTCTBMM BbipaweH- 
hwx no6oMHbtx ncMXOTponnbix 30d)eKTOB. 
LI>5 0 cocTae/ifleT *4lO-^50 Mr/Kr, KaK 
bmaho M3 AaHHbix Tafiji . 2, noBeAenwe 

HOpMa/lbHblX WMBOTHblX B "OTKpblTOM no* 

Tie 11 Ha 0OHe coeAHHeHwp 0opMyAw I 
MeHHeTCfl He3HaMMTexibHo , TorAa KaK 
Ha 0OHe 3TaAOHHoro (6e<j)ypanuH) yr- 
HeTaeTCfl. B Aosax 25 n 50 mt/kt 3a- 
BBfifleMoe BetuecTBo npoflBnaer HeKOTO-< 
poe aKTHBMpyioinee AewcTBue (yBe/iMMe- 
Hwe MMcna a kt ob rpyMMHra, BepTHKajib- 
hom aKTMBHocTn) , Tor Ac* KaK 6e<|)ypaflMH 
npoflsnflef ofSmeceA^TMBHoe a^mctbhc • , 

BwnBAeHMe He^poxuMMMecKOH nan- 
paB/ieHHocTM AewcTBMB coeAMHeHn« 0op- 
Mynw I 6bino Bbino/ineHo c ncnonb30Ba- 
HMeM MeTOAa 0apMaKOJiornMecKoro aHa- 
jiM3a. MsyMaAOCb BAM^nne eemecTaa Ha 
HaKonneHMe nefipoMeAMaTopoB (nopaA~ 
peHaAMHa , AonaMMHa , cepoTOHMHa) rpy- 
608 CMHanTocoMa/ibHo^ QpaKUMM M03ra 
Kpwc m CBflSbiaaHMe BemecTBa c MOAeJib- 

HMMM 0OC(|)OAMnHAHblMM MeMfipaHaMM 

(Ta6Ao3 m Tafin.**). 

/Irw onpeAeneHHH MeMfijpaHOTponHocTM 
coeAHHeHM« oueHM8a/in ero cpoactbo * 

MOASnbHWM (})OC(|>OAHnHAHWM 6MCAOMHWM 

MenfipaHaM. OneHKy ocyiuecTBAHAM no 
M3MeHeHH«o (»>r>yopecneHTHoro 30HAa 
1,8-AHO Mepe3 5 mmh noc/ie AofiaBJie- 
hmb BeuiecTBa Ha cneKTpo<!)OTO<!)iiyopn- 
MeTpe c B036ywAeHneM (j>AyopecueHunn 
npw 360 hm m perMCTpai^M npn 480 hm. 
Fiona 3aH0> mto coenMHeHMe QopMy/iw I 
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CBflSblBaeTC* C MOAetfbHHMM <t)OC0OAMnMA~ 

HbiMM MeMGpaHaMM (K c « 0,61 mkM~*; 
. K ft-M» p mkM* 1 ; A.F/AC = 

j ■ 0,25 mkM" 1 ), CyMMapHoe cpoflCfBo k 
stvim MeM^paHaM no cpaRHeHMio c f^eOy 
paAMHOM h MMMnpaMMHOM 6o/tbuie (Ta6/i.3) 
flpn visyMeHMH BAMflHHA seiuecTBa no 
CHHanTocoMaAbHw^ TpaHcnopT nefipo- 

IQ MeA^aTOpoB M03ra kpwc ycTanoBneHOi 
mto aaRBJineMoe BetuecTBo b ncnoAbsye- 
Mbix KOHueHTpauwflx b 6oAWueM cTeneHH 
yMeHbiuaeT HakonAeHwe AonaMMHa, MeM 
HopaAPeHaAHHa . m 6onee Bcero cepoTO- 

j 5 HMHa. no bambhhio Ha 3axBaT HopaAPe- 

HaAHHa M CepOTOHMHa no aKTMBHOCTM 

6am30k k MMMnpaMMHy, a no bamahhio 
na 3axBaT AonaMMHa npeeocxoflHT ero 
b 1,5 pa3a , 5e(J>ypaAMH He3HaHHTe/ibHo I 
20 CHMwaeT HaKonneHwe TOAbKO HopaApeHa- 
nwHa b A^HHOM KOHneHTpauHM . Ha cepo- 

TOHHH M AOnaMMH npaKTMMeCKM H6 B/IMfl" 

eT b KOHqeHTpauMM 50 mkM. 

B CpaBHeHHM C M3BeCTHWM M UIHPOKO 

25 npMMeHHeMWM b ncwxnaTpMH npenapaTOM 
HM^npaMMHoM (mmhh33mh) coeAMHeHwe 
OopMyjibi I ofinaAaeT 6onee BbipaweHHWM 
aHTMAenpeccMBHMM AencTBueM na MOAe- 
ah AenpeccMH aMonwoHanbHoro noBeAe- 

HM« y KOUieK 1 Bbl3BaHHOM BBeAGHMeM 

pe3epnnHa. BoccTanaBAMBan MOTMBami- 
OHHyio ne/ienanpaBAeHHyio AeflTeAbHocTb 
npenapaT He noswiuaeT arpeccMBHocTn ; . 
He pacLuupweT cneKTp .npOBBAeHMtf ot- 

pHUaTeAbHblX . 3MOUMH , MTO MOWeT Ha6AK)- 
35 A^TbCB npM BBeAeHMM TpMUMKAHMeCKMX 

aHTMAenpeccaHTOB w viHrM6MTopoB moho- 
aMMHokCMAa 3bi • C y BeAHMeHneM ao3w Be- 
uiecTBO OKa3WBaeT AerKoe ceA^TMBHoe 

M aHKCHO/lMTMMeCKOe , TpaHKBMJlAM3MpyiO- 

*0 mee AencTBue , mto pacuwpfleT c^epy 
noKa3aHn« A«n« ero npwMeHeHM* (npn 
SMonMOHaAbHOM HanpBweHMM , cTpaxe), 
BeiuecTBO ok6 3bfBaeT MeHhUiMfi ao^eKT 

Ha OpueHTMpOBOMHO-MCCAeAOBaTeAbCKOe 

45 noaeAeHne no cpaBHeHwo c 6ed)ypaAM- 
hom, MMeeT MeHee BbipaweHHwe npoflane- 
hmp HeBponorwMecKoro Ae<J)nunTa, Ma- 
Ayio tOKCMMHocTH • TepaneBTHMecKa* 
uiwpoTa 3HaMHTeAbHo nopaweHa no cpaB- 
50 HeHMio c MMMnpaMUHOM n 6e<t>ypa/inHOM 0 
noAofiHo MMMnpaMMHy, semecTBo mhtmCm— 
pyef 3axaaT Aona mm Ha m MaAO B/iMweT 
Ha 3axBaT HopaAPeHaAHHa b OTAMMMe . 
ot MMMnpaMHHa 0 3axsaT cepoTOHMHa na- 
55 MeHfleTCfl TaKwe b MeHbiuew cTeneHM, 
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T a 6 n h n a 1 





CoeflMHeHMe (JjopMynw I 


Ee<t>ypa/iMH 


A03a, 
Mr/Kr 


3(|)(J)eKT 


fl03a, 1 3(J)(J)eKT 
Mr/Kr j 


ncnxocTHMynMpyKJiuee 
/leficTBue no MeTo/iy 
HepcojiTa 


2,5 
5,0 

' 25 


37H9 

39±a 

55110 


2,5 125±16 
50 127+12 
100 93+5 


AHTaroHH3M c TeTpa- 
6eHa3MHOM (4fl Mr/KrJ 
no rnnoTepMvmecKOMy 
acDOeKry (perMCTpauMP 
Mepe3 4 m) 


10 31,0±1 ,3 10 3&,6±0,7 
? -5 35,1H,3 10 35,7±1,3 
50 34, Oil, 0 50 36,H0,7 

KOHTPO/Ib (0H3MOJlOrMMeCKHM pacTBop) 

33,111,0 * 33,U1,0 


AHTaroHM3M c rano- 
nepuno/ioM no anTHKa- 
Ta/ienroreHHOMy 3<|)<t)eK- 
Ty (perncTpauMfl Me- 


10 
25 
40 


44+9 
38t2 
104+J7 


10 27i6 
25 22^5 
50 35*0,7 



pe3 60 mmh) , % 
(3a 100% npuHATa a/ih 
Tenb ; !XTb KaTa/iencnw 
60 t) 



Ta6/inqa2 



McnbuyeMoe coe- 


/]o3a 
Mr/Kr 


rppH30H- 

TanbHafl 

aKTHB- 
HOCTb 


BepTHKa/ib- 

H3fl 3KTWB- 
HOCTb 


Ko/umecT- 
bo o6c/ie- 
nosaHHwx 

OTBepCTMM 


TpyMMHr 


KOHTPOJlb 




100*27 


100+29 


100±26 


100131 


&e0ypa/iMH 


10 


220.£59 


80£28 


1 78146 


9^+30 




25 


97*26 


5^ + 1 5 


6l±l6 


33H0 




50 


138+37 


150+^3 


76i20 




CoeflMHeHMe 












0opMyjibi I 


10 


6n+l6 


150±!i3 


551 1<i 


28o+f>7 




*5 


98+26 


T 0 1±i«3 


1If-';i37 


169152 




50 


M+23 


192156 


65t17 


300i93 



HpHMeMaHMe. 3a 100% npnHMMajin fi0,2£22 nepece^eHHwx Ksa/jpa tob , 

5,241,5 doeK, 12,8+3,3 o6cneflyeMwx oTBepcTM* m 
0,6+0,2 aKTOB rpyMMHra 3a 3 mmh. 
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T a 6 Ji m u a 3 



McnwTyeMoe coe- 




KoHMeHTpa- 

UM« (MKM) 


o _ *V at urkt4xf^r>f1fl 
oaXB3T, * OT KOMipujiw 


HHHeHMe 




HopaApe- AOd>aMMH cepTO- 

HaJlMH 1 HMH 


KOHTPOJIb 








100+0 100+9 100+9 


Coe/^MHeHwe <*iop- 




50 

50 ' 




60+7 *»3i5 37+ 1 * 
57+6 6Si7 31+2 


T a 6 n w u a 4 


McnwTyeMoe coe- 
^MHeHne 

• 


KoHCTaHTa 

CBfl3WBaHMfl 
KC, MKM"' 


Kc<N* 

MKM *' 


M3MeHeHne 
Q/iyopec- 

UeHUMM 

mkM ~ 


CoeAMHeHMe <t>op- 
Mynw I 

MMMnpaMMH 




0,61 
0,137 




18,2 
9,1 


0,25 
.0,5 



- yne/ibHoe mmcjio neHTpoB CBH3WBaHM*. 
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